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AB Homogeneous pharmaceutical compns. for the treatment of inflammatory 
disorders are provided, comprising an anti-inflammatory and/or 
ant ihistaminic active ingredient, a polar lipid liposome and a 
pharmaceut ically acceptable aqueous carrier. Thus, an injection 
solution was prepared containing fluticasone propionate 0.5 mg, soybean (Lipo 
S100) 17.5 mg, DMPC 17.5 mg, benzalkonium chloride 0.1 mg, butylated 
hydroxytoluene 0.1 mg, citric acid 19.2 mg, sodium hydroxide 8.4 mg, 1M 
HC1 and/or 1M NaOH to pH 5.5, and water for injection to 1 mL . 
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The invention relates to a pharmaceutical compns. for treatment of skin 
disease, e.g. urticaria, eczema, dermatitis, pruritus, psoriasis vulgaris, 
wherein the composition is characterized by containing epinastine and other 
ant i-Hl-histamine . A tablet containing epinastine hydrochloride and 
d-chlorpheniramine maleate with other ingredients was formulated. 
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AB Disclosed are aqueous liquid prepns. containing 

(+)-(S)-4-[4-[ ( 4-chlorophenyl ) ( 2-pyridyl ) methoxy ] piper idino] butyric acid 
or pharmacol. acceptable acid-addition salts thereof, which are stabilized 
with water-soluble metal chlorides. An eye drop solution contained bepotastine 
besilate 0.3, NaH2P04-2H20 0.1, NaCl 0.79, benzalkonium chloride 
0.005 g, NaOH q.s. to pH 6.8, and distilled water to 100 mL . 
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lamatroban, and/or bepotastine and their salts, (b) parasympatholytics, 
including belladonna total alkaloid, belladonna extract , scopolia extract , 
isopropamide iodide, and/or datura extract are claimed for treatment of cold 
and rhinitis and reduction of nasal secretion. Formulation examples of 
tablets and liqs. were given. 
IC ICM A61K035-78 

ICS A61K031-16; A61K031-403; A61K031-445; A61K031-551; A61P027-16; 
A61P031-16 
CC 1-7 (Pharmacology) 

Section cross-reference ( s ) : 63 
IT Drug delivery systems 

(liqs.; antiallergic and parasympatholytic drug prepns. for 
cold and rhinitis ) 

IT 71-81-8, Isopropamide iodide 91-81-6, Tripelennamine 147-24-0, 

Diphenhydramine hydrochloride 8 7233-61-2, Emedastine 90729-43-4, 
Ebastine 116649-85-5, Ramatroban 125602-71-3, Bepotastine 
RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(antiallergic and parasympatholytic drug prepns. for cold and rhinitis) 



L4 



ANSWER 7 OF 7 CAPLUS COPYRIGHT 2010 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
ORIGINAL REFERENCE NO. 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 



1998:485054 CAPLUS «LOGINID: : 20100402» 
129 : 122577 
129:25117a, 25120a 

Acid-addition salts of optically active piperidine 
compound and process for producing the same 
Kita, Jun-ichiro; Fujiwara, Hiroshi; Takamura, Shinji; 
Yoshioka, Ryuzo; Ozaki, Yauhiko; Yamada, Shin-ichi 
Ube Industries, Ltd., Japan; Tanabe Seiyaku Co., Ltd. 
PCT Int. Appl., 43 pp. 



10/500,354 04/03/2010 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CODEN: PIXXD2 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 





Q P 9 Q A 0 Q 
y O Z 4 U y 




7\ 1 




1 Q Q P 0 7 0 Q 
1 j 7 O U / U y 






1 QQ7_ 
lyyl 


• TP ZL P 9 




1 QQ71 99S 
lyy I 1 Z Z vJ 




Ta7 • T 7\ TT 
l/M . /\J_i , i-iU , 


da 

Dr\ f 


DD 
J_>J_» , 


rp 

d\j r 


DD p 7\ 


PT\T 


U U 


P7 

, UZj , 


PP PP 

JllJll , OJll , 


PW 


RTT TFl T7 
JT1U, -LJ-^, 




T C! RP 
ID, xN-Jrx , 


T P 


T R 
J_ii\ , 


T P 


T T T \7 


win. 


l v lr\ 


MTVT 


MY T\TP 


T\T7 
In Zj , 


P7 PP QP 
Jr J_i , KU , 00 




D 1 , O Ja , 


D J_i , 


TP 
IK, 


TT 




TT7 
U Zj , 


V 1M 


VTT 
, I U , 


AM 7\ 7 


PY 
til , 


RP R7 MTl 

JAU , JaZj , 1 V 1JJ 




RT7 T T 


TM 
i vi 






















PTa7 • po pM 


rp 


T C! 
J_i O , 


MTa7 
JXll/V , 


O JJ , O Zj , 


TTP 


Zj v\I 


' Z\ T 


op pu 
jdjzj , , 


np 
JJJli , 


HR P CI P T 
JJJa , JZj O , r 1 




rp pd 


pr 


TP 


T T 


T TT MP 

J_i U , l\L^ , 




PT 
jr i 


qp 


DP D T 
DC , DO , 


PR 


PP PT PM 




P Z\ PT\7 


MT 


MP 


T\TP 


CT\T TP) 
O IN , 1 JJ , 


TP 












TP 
u Jr 


90001 RQ7(^9 
ZUUU1 / OZ 








90000^1 ^ 




TP 
J Jr 


1 Q Q £ _ 
1 y y 0 


■ ? ZL 7 P R 1 
O 4 I O D 1 




1 QQ^I 99f^ 


TP 
u Jr 


J> 1 3 / 1 1 1 




R9 

JdZ 




9ooi nzii 

ZUU-LU4J.0 














TP 
U Jr 


Z U U U 1 3 3? / O J 




7\ 




90000^1 ^ 
ZUUUUDlJ 




TP 
J Jr 


1 y y 0 


■ ^ ZL 7 P S ^ 
O 4 / OJJ 




1 QQC1 99^; 
IjjOIZZO 


TP 
J Jr 


^ 1 R71 1 P 




R9 
JdZ 




9001 0ZL1 ^ 














TP 
u Jr 






7\ 

r\ 




1 QQPOQOP 
±yyo\jy\jo 




TP 
J Jr 


1 Q Q 7_ 
lyyi 


■ ^ R 0 7 P ZL 
J JU / 0 4 




1 QQ71 91 Q 
1 j y I 1 Z. ly 


TP 
u Jr 


9 1 0 7 7 P ZL 
J> 1 U / / oi 




R9 

oZ 




90001 1 1 ^ 














TP 
u Jr 


90001 QP7PZL 
Z U U U 1 3? o '04 








9000071 P 




TP 
J Jr 


9 0 0 0- 
Z U U U 


■ ^ 9 Q 1 




1 QQ71 91 Q 
lyy I 1 Z ly 


TTa7 
1 l/V 


ZL P 6 ZL 7 R 
4 O 0 4 / 3 








90090 SI 1 




TTa7 


1 q q 7_ 


.QCi 1 Q709 
OOll^ I u z 




1 QQ71 99ZL 
1 y y I 1 Z Z 4 


pa 


9 9 7 R Q P 7 
Z Z / J JO / 




a i 
/\i 




1 QQP070Q 
1 y y 0 U / U y 






1 Q Q 7_ 
±yyl 


. 9 9 7 R Q O 7 
Z Z / D y 0 / 




1 QQ71 99R 

1 3? 3? / 1 Z Z O 


pa 


9 9 7 R Q P 7 
z z / J^O / 




p 




900^1 91 Q 














7\ T T 
r\U 


Q P 7 P Q 0 £ 

3? O / O _/ U 0 




A 




1 QQP07^1 
1 y y O U / o 1 






1 QQO 


. 7 p q 0 

/ O ^ u 0 




1 QQ71 99S 
lyy I 1 Z Z O 


JZjJr 


Q ZLQ 9 £ 0 
3? 4 y Z D U 




a i 
/\i 




1 QQQ1 01 ^ 




PP 
JZjJr 


1 Q Q 7_ 


• Q ZL Q 9 ^ S 




1 QQ71 99S 

1 3? / 1 Z Z O 


Hi JT 


Q ZLQ 9 £ 0 




R1 




90090S99 

ZUUZU JZZ 
















p . 7\ T RP 
r\ . r\l , oJZj , 


pu 


np 


nR 

JJJa , 


P C! PP 

Jzj o , r Jr\ , 


PR 


PR 
oJS 


T T 


7 T 7 TT 
J_i 1 , J_i U , 


T\T7 
IN J_i , 


cp MP PT 
oHi f 1 V 1U , Jr 1 




IE, FI 






















CN 


1242013 




TV 
A 




900001 1 Q 
ZUUUU11 j 




PT\7 
UJM 


1 Q Q 7_ 
lyyl 


• 1 PI 0 ^ Q 
1 O 1 U 0 y 




1 QQ71 99S 
1 j y I 1 Z Z D 


CN 


1098262 




p 




900^01 OP 














AT 


217872 




T 




90090^1 S 

ZUUZU0-L3 




A T 


1 Q Q 7_ 
1 ^ ^ / 


■ Q ZL Q 9 ^ S 




1 QQ71 99R 
1 y y I 1 Z Z O 


PT 


949260 




P 

Hi 




90090Q^0 

ZUUZU^OU 




PT 
JT 1 


1 Q Q 7_ 
lyyl 


■ Q ZL Q 9 ^ R 
3/ 4 ^ Z vj O 




1 QQ71 99R 
_L _/ / 1ZZ J 


ES 


2173499 








90091 01 £ 
ZUUZ1U1D 




P Q 

JZj O 


1 Q Q 7_ 
lyyl 


Q ZL Q 9 ^ R 
j 4jZ J j 




1 QQ71 99R 
lyy I 1 Z Z J 


US 


6307052 




PI 

ID ± 




9001 1 09^ 
ZUU-L-LUZO 




T7 C 


1 qqq_ 


.991 7 Q 9 

jjl / y Z 




1 QQQ0£9R 


HK 


1022477 




Z\ 1 
Al 




90091 00/1 
ZUUZlUU4i 




JriJ\ 


9 0 0 0 

z u u u - 


10 1^10 




9000091 ^ 
ZUUUUjIo 


US 


20020026054 




Al 




20020228 




US 


2001- 


■949809 




20010912 


US 


6780877 




B2 




20040824 














CN 


1446812 




A 




20031008 




CN 


2002- 


■127163 




20020730 


CN 


1231478 




C 




20051214 














US 


20040220226 




Al 




20041104 




US 


2004- 


■771361 




20040205 


US 


7282589 




B2 




20071016 














JP 


2007145852 




A 




20070614 




JP 


2007- 


■109 




20070104 


IITY APPLN. INFO 












JP 


1996- 


■347851 




A 19961226 
















JP 


1996- 


■347853 




A 19961226 
















JP 


1996- 


■347895 




A 19961226 
















JP 


1997- 


■350784 




A3 19971219 
















JP 


2000- 


■32961 




A3 19971219 
















WO 


1997- 


■JP4826 




W 19971225 
















us 


1999- 


■331792 




A3 19990625 
















us 


2001- 


■949809 




A3 20010912 



ASSIGNMENT HISTORY FOR US 
GI 



PATENT AVAILABLE IN LSUS DISPLAY FORMAT 



10/500,354 04/03/2010 




AB Claimed are benzenesulf onate and benzoate of 

( S ) -4- [ 4- [ ( 4-chlorophenyl ) ( 2-pyridyl ) methoxy ] piper idino ] butanoic acid of 
formula (I) (wherein * represents an asym. carbon atom) which are 
excellent in ant ihistaminic and antiallergic activities, and a process for 
producing them. Thus, optical resolution of 

( ± ) -4- [ ( 4-chlorophenyl ) ( 2-pyridyl ) methoxy] piper idine [ ( ± ) -I I ] with 
( 2R, 3R) -2-hydroxy-3- ( 4-methoxyphenyl ) -3- (2-nitro-5- 

chlorophenylthio) propionic acid (III) by preferential crystallization of 
diastereomer salt ( S ) - ( - ) -I I . I I I from H20/EtOH (7/30 mL) gave 
( S ) -4- [( 4-chlorophenyl )( 2-pyridyl ) methoxy ] piperidine (100% ee) which was 
alkylated by Et 4-bromobutyrate in ref luxing acetone containing K2C03 f or 7 h 
to give Et ( S ) -4- [ 4- [( 4-chlorophenyl )( 2- 

pyridyl ) methoxy ] piperidino ] butyrate (IV). The latter ester IV was stirred 
with a mixture of aqueous 5 N NaOH and EtOH at room temperature overnight 
followed by acidification with aqueous 5 N HC1 to give I as a foam. 
I was converted into I . benzenesulf onic acid salt. I . benzenesulf onic acid 
salt and I. benzoic acid salt were nonhygroscopic and stable and not 
racemized when they were stored at 40° and 75% relative humidity 
for 1 mo, while the ester IV was increased in amount of the (R) -isomer under 
the same condition. 
IC ICM C07D401-12 

ICS A61K031-445; C07M007-00 
CC 27-16 (Heterocyclic Compounds (One Hetero Atom) ) 
IT 125602-71-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(optical resolution; preparation of acid-addition salts of optically active 
piperidine as ant ihistaminic and antiallergic agents) 
IT 125602-71-3P 190730-39-3P 

RL : BAC (Biological activity or effector, except adverse ) ; BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT 
(Reactant or reagent); USES (Uses) 

(preparation of acid-addition salts of optically active piperidine as 
ant ihistaminic and antiallergic agents) 
IT 19 0 786-44-8P 210095-36-6P 210095-48-OP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of acid-addition salts of optically active piperidine as 
ant ihistaminic and antiallergic agents ) 
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